AMENDMENT UNDER 37 CFR§ 1.111 
U.S. Appln. No. 09/368,670 



(alkylcycloalkyl) optionally substituted with carboxyl; or heteiocyclc-Ci.f, alky! [such as 



C, .alkyl- 




or 



Ci.4alkyl- 



and Riib is Ci.^ alkyl substituted with carboxyl, (Cuo alkoxy)carbony{ or 

phenylmethoxycarbonyl; or Ct-u. aralkyl substituted on the arom^ific portion with carboxyl, (Ci-o 
alkoxy)carbonyl or phenylmethoxycarbonyl; ^/ 

or Riia and Rnb are joined to form a 3 to 7-membercd nitrogen-containing ring optionally 

substituted with carboxyl or (Ci_6 alkoxy) carbonyl; ^' 

or 

b) when Q is N-Y, a is 0 or 1 , b is 0 or 1 , [then] ai>6 

M IS II. an acyi derivative of formula R;;-C(())- or a sulfonyl of formula Rn-SO: wherein 

Rii is (i) Ci-io alkyl optionally sub^^tituted with carboxyl[,] or Cuo alkanoyloxy |{e.g. 
AcOCH:-),] ; C]-6 alkoxy [(e.g/feoe),] ; or carboxyl substituted with I to 3 Ci.6 alkyl 

substituents; 

(ii) C3-7 cycloalkyl or C4.fo alkylcycloalkyl, both optionally substituted with carboxyl 



HO 



-(CH). 



HO 



6 ^(CHJ 



(e.g. 



(C,.h alkox>')carbon\ l or phen\'lmethox\'carbonyl- 

nii'i C or C ar\ 1 or C- ara!k\'! optionally substituted with <. alkyl. hydroxv, or 
amino optionally substituted with Ci ^ alkyl: or 

(iv) Met optionally substituted with Ci.^ alkyl, hydroxy, amino optionally substituted with 
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Ci_(, alkyl, or amido optionally substituted with Ci.(, alkyl, 



f 

HOOC-(C^.galkyl)-N NCOO-(aryl or C^-g alkylaryl) 

\ / 

or 

Rg, when present, is Ci.6 alkyl substituted with carboxyl; 

R5, when present, is Ci-c alkyl optionally substituted with carboxyj,/ 

[or] and 

c) when Q is cither CH2 or N-Y, then 

R4 is Ci-io alkyl, C3-7 cycloalkyl or C4-10 (alkylcycloalky)); 

z is 0x0 or thioxo; 

R: is Cmo alkyl optionally substituted with carboxVK Q \. cycloalkyl or C^ ii.^ (alkylcycloalkyl); 
W is a group of formula II: 

O 

.ft: 




^2 Formula II 

wherein R: is Cmq alkyl or C3,^o cycloalkyl optionally substituted with carboxyl or an ester or 
amide thereof; Co or Cio aiyl or C7-16 aralkyl; or 
W is a group of formula Ila: 




Formula I la 
whereni X is C I I or N; and 

R2., is di\alcnt L ^4 alk>lcric whicki logclhcr witli \ and ihc carbon aton^ u? which. X and au 
attached form a 5- or 6-mcmbcrcd ring, said ring optionall) substituted with Oil: Sil: NIF: 
carboxyl; R;:; CIF-R;:, ORu, (XO)OR!:. SRi:. NHRp or NR::R;:,: 
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wherein R12 and Ri2a are independently a saturated or unsaturated C3.7 cyeloalkyl or C4-10 
(alkyl cyeloalkyl) being optionally mono-, di- or tri-substituted with R15, 
or Ri2and Ri2a is a Co or Cio aryl or Cy.u, aralkyl optionally mono-, di- or iri-substiluled 
with Ri5, or Ri2and Ri2a is Het or (lower alkyl)-Hel optionally mono-/d^i- or tri- 
substituted with Ri5, / 

wherein each Ris is independently Ci,6 alkyl; Ci-6alkoXy; amino optionally mono- 
or di-substituted with C1.6 alkyl; sulfonyl; NO2; OK; SH; halo; haloalkyl; amido 

optionally mono-substituted with Ci_6 alkyl, (^ox Cio aryl, C7-16 aralkyl, Het or 

/ 

(lower alkyl)-Het; carboxyl; carboxy(low<^ alkyl); or Cio aryl, C7-16 aralkyl or 
Het, said aryl, aralkyl or Het being opWbnally substituted with R^,; 

wherein Ru, is C1.6 alkyl; C^i.oalkoxy; amino optionally mono- or di- 
substituted with C;_.^ alkyl; Nulfonyl; NO:; Oil: SI I: halo: haloalkyl: 
carboxyl; amide; or (lower alkyl)amide; 
or X is CH or N; and R2a is a divalcnt<!:3.4 alkylene w^hich together with X and the carbon atom 
to which X and R2a are attached f0rm a 5- or 6-membered ring which in turn is fused with a 
second 5-, 6- or 7-membered ring to foim a bicyclic system wherein the second ring is 
substituted with ORi2a" wl>drein Ri2a is C7.10 aralkyl; 

Ria is hydrogen, and R^ is [Ci-6 alkyl optionally substituted with thiol or halo; or Ri is C2-6 
alkenyl] the side cl>ain of an amino acid selected from the group consisting of cysteine (Cys), 
aminobutyric acid (Abu), norvaline (Nva) and allylglycine (AlGly) ; or 

Ria and Ri together form a 3- to 6-membered ring optionally substituted w ith Ru wherein R14 is 
C:-(, alkyl, C3.5 cyeloalkyl. C: alkenyl. C: alk\nyL C^ aryl or C .ic aralkyl all optionally 
sub^titnled with halo: and 

\ \^ hydroxy or a |N-suhstittited amino] pharmaceutical ly acceptable salt of ester thereof; or C u^ 
alkylamino. difC r^ alkyOamino or phenyl-C 1 ,h alkylamino ; 
or a pharmaceutically acceptable salt or ester thereof. 
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In claim 2, line 2, delete "preferably". 

In claim 4, line K delete "4" and insert —3--. 

In claim 23, line 4 (page 153, line 1), delete "preferably": 

line 8, delete "R13, wherein". 
Please cancel claim 29. 



hydrogen and Ri is the side chain of the amino acid selected from the group consisting of: cysteine 
(Cys), aminobutyric acid (Abu), norvaline (Nva), or allylglycine (AlGly). 

In claim 33, line 2. delete "preferably". 
Please cancel claim 36. 

In claim 37, line 1, delete "36" and insert —1—. 
hi claim 41, line 1, delete "preferably"; 
line 2, delete "preferably". 

65. (Amended) [Most preferably,] The compound of formula IB according to claim 64. 
wherem Ru is ethyl, vinyl or bromovinyl. 

In claim 68, hne 2. delete ^^preferably" and delete ^^c'''^'" and mserl --C3-(,--; 

line 5. delete "preterably". 
Please cancel claims 93-95, without prejudice. 
Please add the followine new claims 100-102: 




/ 

. (Amended) The compound of formula I according to claim [29] i, wherein Eia^is 



100. Hie compound of formula I according to claim 1, w herein R, is 



